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Lll ANSWER 1 OF 1 HCAPLUS COPYRIGHT 2007 ACS on STN 
AN 2004:433183 HCAPLUS 
DN 141:23903 

TI Preparation of indole amino acid derivatives as somatostatin agonists < 

IN Abe, Hidenori; Matsunaga, Shinichiro; Takekawa, Shiro; Watanal 
PA Takeda Chemical Industries, Ltd., Japan 

SO PCT Int. Appl., 482 pp. 

CODEN: PIXXD2 
DT Patent 
LA English 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 

PI WO2004046107 Al 20040603 2003WO-JP14622 20031118 

WO2004046107 A8 200S0616 

W: AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BW, BY, BZ, CA, CH, 

CN, CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, EG, ES, FI, GB, GD, 

GE, GH, GM, HR, HU, ID, IL, IN, IS, JP, KE, KG, KR, KZ, LC, LK, 

LR, LS, LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ, NI, NO, NZ, 

OM, PG, PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, SL, SY, TJ, TM, 

TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, YU, ZA, ZM, ZW 

RW: BW, GH, GM, KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW, AM, AZ, 

BY, KG, KZ, MD, RU, TJ, TM, AT, BE, BG, CH, CY, CZ, DE, DK, EE, 

ES, FI, FR, GB, GR, HU, IE, IT, LU, MC, NL, PT, RO, SE, SI, SK, 

TR, BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, 

CA 2506735 Al 20040603 2 0 03CA-25 06 735 20031118 

AU2003280838 Al 20040615 2 0 03AU-0 2 8 0 83 8 20031118 

JP2004300133 A 20041028 2 0 03 JP-03 8 85 2 4 20031118 

EP ___1562898 Al 20050817 2 0 03EP-0 772 8 4 1 20031118 

R: AT, BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, MC, PT, 



IE, 



CN 1738798 

US2006223826 

PRAI 2002JP-033S661 
2003JP-007643S 
2003WO-JP14622 

OS MARPAT 141:23 9 03 

GI 



:ou6o::: 

2006100S 
20021119 
20030319 
20031118 



SK 




The invention relates to compels . Z-Y-N ( Ya-Za ) CH ( CR4R5R6 ) CONR3-A-B-NR1R2 [A 
is an aromatic ring optionally having subst ituent s ; B, Y and Ya are a bond c 
spacer; Rl, R2 are H, ( un ) subst ituted hydrocarbyl or heterocyclyl or R1R2N 
is a ring or forms a ring with ring A; R3 is H, ( un ) subst ituted 
hydrocarbyl or heterocyclyl; R4, R5 are H or (un) substituted hydrocarbyl 
or form a ring; R6 is (un) substituted indolyl; Z, Za are H, halo or a 
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; on STN (Continued) 
laving somatostatin receptor 
lobutanamide deriv. I was prepd . 
-2- ( ( ( 4-phenyl-l- 



•t l.y I - 



,thyl 



i. hy.ii 



RL : BYP (Byproduct); PREP (Preparation) 

(preparation of indole amino acid derivs. as somatostatin agonists c 

antagonists ) 
697307-06-SP 6973Q7-07-6P 697307-08-7P 
697307-10-1P 697307-12-3P 697307-14-5P 

697307- 1S-6P 697307-33-8P 697308-37-5P 

697308- 38-6P 697308-39-7P 697309-91-4P 

697309- 93-6P 697309-96-9P 697309-97-0P 
697309-99-2P 697310-20-6P 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of indole amino acid derivs. as somatostatin agonists c 



-16-7P 69' 
-19-0P 69' 



307 



17-8P 69' 



3 0 7- 



6 9 730 7- 
6 9 73 0 7- 
6 9 73 0 7- 
6 9 73 0 7- 
6 9 73 0 7- 
6 9 73 0 7- 
6 9 73 0 7- 
6 9 73 0 7- 
6 9 730 7- 
6 9 730 7- 
6 9 73 



-2S-8P 
-28-1P 
-31-6P 
-38-3P 
-41-8P 
-46-3P 
-S0-9P 
-53-2P 
-S6-SP 
-S9-8P 
-62-3P 
-6S-6P 



!-6P e 



697307-29-2P 
6 9 73 0 7-3 2 -7P 
697307-39-4P 
6 9 73 0 7-4 2-9P 
6 9 73 0 7-4 7-4P 
6 9 73 0 7-51-0P 
6 9 73 0 7-5 4-3P 
6 9 73 0 7-5 7-6 P 
6 9 73 0 7-6 0-1P 
6 9 73 0 7-63-4P 
6 9 71 



69 730 7- 
697307- 
697307- 
697307- 
697307- 
697307- 
697307- 
697307- 
697307- 
69 730 7- 



L8-9P 



30-SP 
3 7-2P 
4Q-7P 
4S-2P 
49-6P 
S2-1P 
SS-4P 
58-7P 



-61-: 



3 4-5P 



> 69" 



3 0 7- 



697308- 
697308- 
697308- 
697308- 
697308- 
69 7308- 
69 7308- 
6 9 73 0 8- 



-95-2P ( 
-98-5P e 
-01-3P 
-04-6P 
-13-7P 
-30-8P 
-33-1P 
-36-4P 
-42-2P 



69 7 



!08-< 



6 9 73 0 8- 
697308- 
697308- 
697308- 
697308- 
697308- 
697308- 
697308- 



76-2P 
79-SP 
82-OP 
85-3P 
88-6P 
91-1P 
94-4P 



697308-02-4P 
697308-11-5P 
697308-14-8P 
697308-31-9P 
697308-34-2P 
697308-40-0P 
697308-44-4P 
7-7P 
3Q8-5Q-2P 
■53-5P 
■56-8P 
I7308-59-1P 
I7308-62-6P 
I7308-65-9P 
I7308-68-2P 



6 9 73 0 8-77-3P 
697308-80-8P 
697308-83-1P 
697308-86-4P 
6 9 73 0 8-8 9-7P 
697308-92-2P 
69 ;308-9S-SP 



6 9 73 0 7- 

697308- 
697308- 
697308- 
697308- 
697308- 
69 7308- 
69 7308- 
6 9 73 0 8- 



697308- 
697308- 
697308- 
697308- 
697308- 
697308- 
697308- 



03-5P 
12-6P 
15-9P 
32-OP 
35-3P 
41-1P 
45-5P 



-72-8P 
-75-1P 
-78-4P 
-81-9P 
-84-2P 
-8 7-5P 
-90-0P 
-93-3P 
-96-6P 
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7309-00-SP 
7309-03-8P 
7309-06-1P 
73 0 9-0 9-4P 
'7309-12-9P 
'7309-1S-2P 
'7309-18-SP 
73 0 9-21-OP 



-24- 



-2P 



97309-01-6P 
97309-04-9P 
97309-07-2P 
97309-10-7P 
97309-13-OP 
97309-16-3P 
97309-19-6P 
9 7309-22-1P 



'-32-3P 



97309-02-7P 
97309-05-OP 
-08-3P 
-11-8P 
'7309-14-1P 
73 0 9-17-4P 
7309-20-9P 
7309-23-2P 



-33-' 



69' 



'309-: 



-7P 



697309-37-8P 697309-38-9P 697309-39-0P 

697309-40-3P 697309-41-4P 697309-42-5P 

697309-43-6P 697309-44-7P 697309-45-8P 

697309-46-9P 697309-47-0P 697309-48-1P 

697309-S0-5P 697309-51-6P 697309-S2-7P 

697309-S3-8P 697309-S4-9P 697309-55-0P 

697309-S6-1P 697309-57-2P 697309-58-3P 
697309-5 



69' 



309-62-9P 
309-72-1P 
309-7S-4P 
309-78-7P 



7309-70-9P 
7309-73-2P 
7309-76-5P 
7309-80-1P 



7309-71-OP 
7309-74-3P 
73 0 9-77-6P 
7309-82-3P 



(Therapeutic 



( Biologic 



dy) ; PREP (Preparation) ; USES 
as somatostatin agonists or 



(prepn. of indole amino acid derivs, 
antagonists ) 
IT 697310-01-3P 697310-02-4P 697310-03-SP 
697310-04-6P 697310-0S-7P 697310-06-8P 
697310-07-9P 697310-08-OP 697310-09-1P 
697310-10-4P 697310-11-SP 697310-12-6P 
697310-13-7P 697310-14-8P 697310-1S-9P 
697310-16-0P 697310-17-1P 697310-18-2P 
697310-19-3P 697310-21-7P 697310-22-8P 
697310-23-9P 697310-24-0P 697310-25-1P 
697310-28-4P 697310-30-8P 697310-32-0P 
697310-33-1P 697310-34-2P 697310-3S-3P 
697310-36-4P 697310-37-SP 697310-39-7P 
697310-40-0P 697310-41-1P 697310-42-2P 
697310-43-3P 697310-44-4P 697310-4S-SP 
697310-46-6P 697310-4 7-7P 697310-4 9-9P 
697310-S0-2P 6977S8-24-0P 698390-60-2P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of indole amino acid derivs. as somatostatin agonists or 

antagonists ) 
IT 697307-11-2 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of indole amino acid derivs. as somatostatin agonists or 

antagonists ) 
IT 697307-09-8P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of indole amino acid derivs. as somatostatin agonists or 

IT 697310-48-8P 

RL : BYP (Byproduct); PREP (Preparation) 

antagonists) 
RN 697310-4 8-8 HCAPLUS 

CN lH-Indole-3-propanamide, a- ( ( ( 4-acetyl-l-piperaz inyl ) car bony 1 ] amino) - 
N- (5- ( (dimethyl ami no) methyl] -2-ethoxyphenyl ] -p-methyl-, 
(O.R, J3S)- (CA INDEX NAME) 

Absolute stereochemistry. 
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HCAPLUS COPYRIGHT 20( 



Scheri 
U.S., 



! pp. 



CODEN: USXXAM 
DT Patent 
LA English 
FAN. CUT 1 

PATENT NO. 

PI us 6228985 

PRAI 1998US-0082787 
OS MARPAT 134:326766 
AB Compds. Q-NH(CH2)n< 



KIND DATE 



APPLICATION NO. 

,08 1998US-0082787 
i21 <— 

: Q-NH(CH2) nC6H4CO-R [r 
:(0) or R4CONHCHR5CO, v 



: pliai 



km. 



for 



r-type plasminogen 
sorders, e.g., tumor metastasis, 
lie inflammation, or corneal 
■ lylacetyl ) amino] phenyl ] benzoyl ] -L- 
. id-phase method and showed IC50 = 20 nt 
for binding of radioligand c— ( 1251— Tyr24 ) — ATFp . 
336103-4S-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of amino acid derivs. of aminobenzoic and 

aminobiphenylcarboKy 1 ic acids as anti-cancer agents) 
336103-45-8 HCAPLUS 

L-Phenylalanine, N-acety 1-L-tryptophy 1-4-aminobenzoy 1- (9CI) (CA INDEX 
NAME) 



:olute 




ANSWER 2 OF 3 HCAPLUS COPYRIGHT 2007 ACS c 
1966 : 473525 HCAPLUS 
65 : 73525 



Penicill 
Jansen, 
John Wye 
4 pp. 
Patent 
Unavailable 
.N.CNT 1 

PATENT NO. 



sander B. A.; Stokes, Peter J. 



KIND DATE 



APPLICATION NO. 



PI GB 1034874 19660706 

PRAI GB 19640303 < 

GI For diagram(s), see printed CA Issue. 



1964GB-uu09u:5 



(I) were synthesized by t 



affco 



[ 2-ethyll 



.id by : 



,ne fo: 



.lowed by repptn. with dry ether 
The product was separated by 
centrif ugation . In the reactions in which CH2C12 was used as the solvent, 
2 equivalent of Et3N was used; the solution was prepared as described by Perron, 
al. (CA 56, 11579d) . In this case, the solvent was removed in vacuo at 
room temperature before the reaction mixture was worked up. 1, R2, solvent, % 
yield, [tx]D23.5, (c in H20); H, H, aqueous THF, 27-59, 271°, 0.8; 
Me, H, aqueous THF, 32-42, 290°, 1.1; Et, H, aqueous THF, 42, 292°, 
1.2; Pr, H, (CH2C12, 13-18, 257°, 0.9; iso-Pr, H, CH2C12, 34-7, 
235°, 0.4; Bu, H, CH2C12, 30 204°, 1.9; Ph, H, aqueous THF, 44, 
160°, 0.9; Me, Me, aqueous THF, 8-25, 263°, 0.7;. The K salts 
of penicillin prepared are given in the table. 
IT 102264-37-9 

(Derived from data in the 7th Collective Formula Index (1962-1966)) 
RN 102264-37-9 HCAPLUS 

CN 4-Thia-l-azabicyclo[3.2.0]heptane-2-carboxylic acid, 6- [ ( 2- ( ( 2-amino-3- ( 1H- 
indol-3-yl ) -1-oxopropyl ] amino] -5-nitrobenzoy 1 ] amino] -3, 3-dimethy 1-7-oxo-, 
[2S-(2ol,Sol,6|3) ]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




L2 0 ANSWER 3 OF 3 HCAPLUS COPYRIGHT 20 0 7 ACS on STN 

AN 1966:473524 HCAPLUS 

DN 65:73524 

OREF 6S:13719h, 13720a-b 

TI 6-(o-(Aminoacylamido)benzamido]penicillanic acids 

IN Alburn, Harvey E.; Grant, Norman H. 

PA American Home Products Corp. 

SO 3 pp. 




APPLICATION NO. 



PI US 3268S1S 19660823 1 96 4US-03S 8 066 19640407 <— 

PRAI US 19640407 <— 

AB 6-(o-Aminobenzamido)penicillanic acid (I) and derivs. of I are treated 

with an N-carboxy amino acid anhydride to give the title acids, useful as 

antibacterials . A mixture of 404 mg . I, 212 mg . D-pheny lglycine-N-carboxy 

anhydride, and 30 ml. cold water is agitated 60 min. at 1-2° and pH 

6.0 to give 6- (o- ( 2-amino-2-pheny iacet ami.:!-:- j benzamido I penici 1 lanic acid. 

Similarly prepared are the following penicillanic acids: 

6- (2-(D-2-amino-4-methylvaleramido) -5-nitrobenzamido ] ; 

6- (2-(2-amino-2-phenylacetamido) -3-naphthamido ] ; 6- [N-methyl-2- (2-amino - 

methylbenzamido) benzamido] ; 6- ( 2- ( 2-pyrrol idinecarboxamido ) benzamido ] ; 6- 
[2- (L-2-aminopropionamido) benzamido] ; 6-[2- ( D-2-amino-2-pheny lacetamido ) - 

5- nitrobenzamido]; 6- [2- ( L-2-amino-3-pheny lpropionamido ) -5- 
nitrobenzamido ] ; 6- [2- ( 1-aminocyclobutanecarboxamido) -5-nitrobenzamido] ; 

6- ( 2- ( 1-aminocyclopentanecarboxamido ) -5-nitrobenzamido ] ; 6- [2- 
( 1-aminocyclohexanecarboxamido ) -5-nitrobenzamido] ; 6- [2- 

5- nitrobenzamido] ; 6 | 2- ( 2-amino- S-nitrobenzamido ) -S-nitrobenzamido ] ; 

6- ( 2- ( 2-amino-S-chlorobenzamido) -5-nitrobenzamido ] ; 6- [ 2- ( 2-amino-5- 
methyl benzamido) -S-nitrobenzamido] ; 6- [2- ( D-a.-aminoindole-3- 
propionamido) -S-nitrobenzamido] ; and 6- | 2- ( L-a-aminoindole-3- 
propionamido) -S-nitrobenzamido] . 

IT 10502-80-4 10502-81-5 102264-37-9 

(Derived from data in the 7th Collective Formula Index (1962-1966)) 
RN 10502-80-4 HCAPLUS 

CN 4-Thia-l-azabicyclo (3 . 2 . 0 ] heptane-2-carboxy 1 ic acid, 6- [ 2- ( 2-amino-3-indol- 
3-ylpropionamido) -S-nitrobenzamido] -3, 3-dimethy 1-7-oxo- (8CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 10502-81-5 HCAPLUS 

CN 4-Thia-l-azabicyclo (3 . 2 . 0] heptane-2-carboxylic acid, 6- ( 2- ( 2-amino-3-indol- 
3-ylpropionamido) -S-nitrobenzamido] -3, 3-dimethyl-7-oxo- (8CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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o 



RN 102264-37-9 HCAPLUS 

CN 4-Thia-l-azabicyclo[3.2.0]heptane-2-carboxylic acid, 6- | [ 2- [ | 2-araino-3- ( 1H- 
indol-3-yl ) -1 opropyi ] amino) -S-nitrobenzoy 1 ] amino) -3 . 3-d imethyl- ?--:-:-:-:--, 
[2S-(2ol, Sol, 6P) ]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




0 



IT 909884-10-2P, 4-Thia-l-azabicyclo [3 . 2 . 0 ] heptane-2-carboxy 1 ic acid, 

6- [ 2- ( 2-amino-3-indol-3-y lpropionamido) -5-nitrobenzamido] -3, 3-dimethy 1-7- 

RL: PREP (Preparation) 

RN 909884-10-2 HCAPLUS 

CN 4-Thia-l-azabicyclo [3 . 2 . 0 ] heptane-2-carboxy 1 ic acid, 6- ( 2- ( 2-amino-3-indol- 
3-ylpropionamido) -S-nitrobenzamido] -3, 3-dimethy 1-7-oxo-, D- (7CI) (CA 
INDEX NAME) 




0 C02H 



09/11/2007 Page 5 



10 / 534725 

=> d his 

(FILE 'HOME' ENTERED AT 08:30:48 ON 09 NOV 2007) 

FILE 'REGISTRY' ENTERED AT 08:30:58 ON 09 NOV 2007 

LI STR 

FILE 'REGISTRY' ENTERED AT 08:40:51 ON 09 NOV 2007 

L2 STR LI 

L3 1 L2 
L4 1182088 NC4-C6/ES 

L5 1 L2 SAM SUB=L4 

L6 345 L2 FULL SUB=L4 

SAV TEM J725C1/A L6 

FILE 'HCAPLUS' ENTERED AT 08:47:25 ON 09 NOV 2007 

FILE 'REGISTRY' ENTERED AT 08:47:42 ON 09 NOV 2007 

FILE 'HCAPLUS' ENTERED AT 08:47:42 ON 09 NOV 2007 

FILE 'REGISTRY' ENTERED AT 08:47:42 ON 09 NOV 2007 

FILE 'HCAPLUS' ENTERED AT 08:53:04 ON 09 NOV 2007 

FILE ' STNGUIDE ' ENTERED AT 08:53:12 ON 09 NOV 2007 

FILE 'HCAPLUS' ENTERED AT 08:53:47 ON 0 9 NOV 200 7 

L7 1 US20060223826 /PN 

FILE 'REGISTRY' ENTERED AT 08:53:58 ON 09 NOV 2007 

FILE 'HCAPLUS' ENTERED AT 08:54:00 ON 09 NOV 2007 

L8 TRA L7 1- RN : 799 TERMS 

FILE 'REGISTRY' ENTERED AT 08:54:00 ON 09 NOV 2007 

L9 799 SEA L8 

L10 299 L6 AND L9 

FILE 'HCAPLUS' ENTERED AT 08:54:30 ON 09 NOV 200 7 

Lll 1 L10 

FILE 'REGISTRY' ENTERED AT 08:54:52 ON 09 NOV 2007 

L12 46 L6 NOT L10 

FILE 'STNGUIDE' ENTERED AT 08:55:27 ON 09 NOV 2007 

FILE 'HCAPLUS' ENTERED AT 09:07:02 ON 0 9 NOV 200 7 

L13 20 L12 

L14 13 L13 AND ( PD<=2 0 0 2 1 1 1 9 OR AD<=20021119 OR PRD<=2 0 0 2 1 1 1 9 ) 

FILE ' HCAOLD ' ENTERED AT 09:07:57 ON 09 NOV 2007 

L15 2 L6 

SEL HIT RN 

FILE 'REGISTRY' ENTERED AT 09:08:18 ON 09 NOV 2007 

L16 3 El-3 

FILE 'HCAPLUS' ENTERED AT 09:08:42 ON 09 NOV 2007 
SEL HIT RN L14 

FILE 'REGISTRY' ENTERED AT 09:08:56 ON 09 NOV 2007 

L17 27 E4-30 

FILE 'STNGUIDE' ENTERED AT 09:09:15 ON 09 NOV 2007 

FILE 'REGISTRY' ENTERED AT 09:26:27 ON 09 NOV 2007 

L18 5 L17 AND (C29H28N405 OR C26H26N607S) 
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FILE 'HCAPLUS' ENTERED AT 09:28:32 ON 09 NOV 2007 
L19 3 L18 

L20 3 L19 AND L14 

FILE 'REGISTRY' ENTERED AT 09:31:58 ON 09 NOV 2007 

FILE 'HCAPLUS' ENTERED AT 09:32:22 ON 09 NOV 2007 
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